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I. WZEICEid 5H1EHE

I. #IZICBid HIEEB

1. AEORE
Z %S —/LIEEE 100mg + 600mg X, AA A Siegfried ft TAK ENT-A I &V — /L RFHEK
ThoHAXF v ary — VB2 AR S & T2 MEFEAITH 5,
F X a S — LR AL, 1984 AR A A AIZB W T Siegfried 11 & F.Hoffmann-La
Roche #1: & DILFPAFEIC LV | AR EEEEREAD 1% 7 U — 28, KK ORD X2 —
P STz, ZD%, 1985 4FITHNElE I v ¥ ZIETRIEAI & LC 600mg [EEE (1 HIEIEA])
DHRFEDBAR S 4172,
DRENCBW T, R () (3 B =2Z03E () S RFREE (k) &3 4kR
T, ¥ a Yy — VR RAI OB 21TV, AR R E A AEREAl & LT 1985 4 11 H
WZAX T =T U —L0, £, 19874 3 AIZAX Y — RO EREZRSG L, FEEICE
-7,
Z D%, RIENL NIRRT d DAMNRIR T YV FIEIREIK L LT, BNICEER S TE DA
DORRFENLEENTWIZZ LD, BRTHLREE (KR G B0 =R (BR)) ICB W TESED
BAFICET L, 1990 4 9 A A+ —/L V100 * V600 DA&ARR A BfS L, 1990 4 11 A 2%
Fea Bt Uiz, J5eth. MHARERAEZ1T\V), 1998 4£ 3 HICBITARNAE LB L OFHEA
FERDBA I, BUEICES>TW5D, £z, TEREFHLZILT 5720 OEES ORRFFIHKL
OMRFEA DB MZDWT (2000 429 H 19 HEFIEE 935 5) ([CHD X, 2006 4 2 HICE
WRFE4 CTOFEGREZ TS L. 2006 4 6 H 1A HHNA 2 CRIMINEE S iz,
AANL, HMEED P HIEO E/2ENE Ch D Candida albicans, Candida glabrata (Zxf3
D/ NEBIEEE (MIC) 2MEL, oA 2 4 Y — LRPIEEA & il U<, 7% X E[R%
DEOBNT-HEEEEZET 5 ZENROLN TN D,

2. R OAREENENE

)AL= VRIEFEFITH Y, £O MIC IE 10pg/mL LA FTh -7, 20pg/mL LA Tl
Candida glabrata \Zx} U CEEPMERANE D bz (In vitro), (VL. 2. (1) {EAERAL -
TERMEFE) DESR)

2) FLA ORI EEEER L, B RSEEr NS 2 EE T 5,
FLEOFE IEEA X 10pg/mL DL o> -CHRUBRRE 2 15 A% o T BRI Rk 27 O & a4 B E
T2, (VL 2. (2) 2z EMT 2B OHESH)

3) £ hH-t%, WOMNITHE L, BRI TER E,

4) BRZBEWERIZHE SN TR, TOMORBIER & LT, R, ¥B5%, MK, 00
OV, TR, ERERNHOONDZ ERH D, (VL 8. (2) TOMOENWER | OIHE
Z )

3. HEORKFHHHE
1D1H1EERS (%Y — VESE 100mg) & 18 1 [EES (%7 —VESE 600mg) D
2RI EA L, BEOHFLVIEROBEEICI VN T EnTE D, (TIV. 1. (2) HHAl
DIMELL OPEIR | DIEZHR)
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RMP i -
BMOY 27 F/MEEB & U TER STV 5 E# Je -
e AHEET A KT A d: -
TRBRTE T o> B B e S i -

5. AREXHRUVINE - BALOFHRER

(1) Z&EBEM
A L7

(2) & - ERALOFIREIE :
LR

6. RMP QOIE
BARPAAA



0. £#ICEEY 5EHE

I. AFICEI SEE

1. BR5E4

(1) #04 :
% F V' —/VIEEE 100mg
& F V) — ViEEE 600mg

(2) *4 :
OKINAZOLE VAGINAL TABLETS 100mg
OKINAZOLE VAGINAL TABLETS 600mg

(3) BMMDHAE :
Eror L

2. —f&&

(1) ¥4 (&A%
Fx aF ) — L EEE (JAN)

(2) *#4 (@4
Oxiconazole Nitrate (JAN)
Oxiconazole (INN)

B)ATL (stem):
EHMEHEEA, 2 — LB : —conazole

N=\
N—CHz \ _0—CHy Cl
— C=N

Cl
Cl

3. BERXRIFRMER

Cl - HNO3

Y FREUOSF=E
45+ : CgH,5sCLN,0 - HNO,
Sy 492.14

B
H\

5 {24 (fdi%x) XIEKE
2',4'-Dichloro—2-imidazol-1-ylacetophenone(Z)-[O—(2,4-dichlorobenzyl)oxime]mononitrate



0. &9 5IER

6. BER%&. Ala. BE. L5ES
Z %V — LiEEE 100mg : OCZ100 (B¥FE5)
ZF — ViEEE 600mg : OCZ600 (B¥EFLH)
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1. YELEFHTE

(1) 581 - 1K -
A~ A GO SUTRBREO R T, ENICHERRICTEBVRH 5,

(2) B -
T ENSIP L 5:)
N, N-CAFNLHELALT IR bR B
AL =)V KRRV T W
x4 ) —) (95) RRET I W
e 7K TR RRETIT < W
HEfE (100) RRET T W
K TR TEITFIZ L W
YxFIT—T v EEAETET RN

(3) TIBTE
E& A EWRIRMEZ TR S 720,

(4) @bl (DfiE&)., A, BRES
Bl 59 142°C (50 fR)

(5) IR EAERETE R -
pKa=5.7

(6) N ECIREN -
KO pH ICBIFH/Kk— 7 m RV AR TOHREGREE RO A, WTno pH
WCBWTH AREE (7 nak/bl) ~EBRIOICEBITL, KB~OBITIZE<ED LN
2o T,

(7) T DI DE AR -
KPR L

2. BN DEREHTICETSREM
FxaF Yy —)ViEEEEI, | L, BARE) . 36 » HHORIRFIZB VT, ki
BOLILRNo T, £, IHE (40°C - #E KTV 60C - #OL) KROE (=R - 93%RH,
40°C + 83%RH X 1* 60°C - 83%RH) D wifitaklit ¢ 2 LIZBd L o7z, LivL, JEiZ
DL TIEHRRARLETH - 72,



Im.

B ICET H1EE

2 o A {74 RAFRE | (RAZHIR R
el e B | 36 4] 1P
40°C, Yt HikEH
R ‘ wRER | 654
60°C, MY HikEH
=i, 93%RH 12 » H A
WE | 40°C. 83%RH BH e s 60 i A
Vi
60C. 83%RH
AR ! e
3 HEBMERIZE EFEoER)
SENHEGELE 12 5 H | DAL, thoEBIX 12 » HIZE
WTHHKNTH -T2,
& L e Ln |3RERBEROZL EOHE)
& E (ROBIMA T 57z,
AN, 14 H JHAEN
T VA Y P C A B T AR S,
40°C pH11 ML ETIHEEIZT—EOM (B
=R H]_"’]‘_S /:éf,éguu 7R 32%) FTIKT L7z, HR e~ e C
VIR BE T S p K N A IXEEERIYZEE T o720, TV Uk
GETEE D = PTIEAR ) REETRMELE R L
E#&&E24TT=,
W R e HERBYATR.. AR, KEBILT B Y 7
o S SR | ik 4. BeRSEOIC B HAssn L7z,

1) BRI HE - MRIR, MERERER, MERER, Mg/ n~ T T 0 —

2) RBRIEH MRk, @B u~ /T 7 40— (TLC), &8

N=

Cl

3. AR D DHERAERE. EEX

MR ERE

(1) 74 % v 7 X DI
(2) REFOSHRBRE (2)

(3) FRAMRIL A~ 7+ LHIEE
(4) PEEEYE O EVESOEL (2)

o
REE;

RN E T

Q/N— CH2 \

Cl

(TLC) . HLIRdE:

R (AF2aFV—ILEBEEED Y

Cl




V. BEIIZEHd 518H

V. RAICEY SHER

1. #IRZ

(1) FIR DR A -
i (1E8E)

(2) HANDHE R U

HR7E4

% F/ — LIESE 100mg

F3%F ) — LIESE 600mg

PEIR - AP

Hf - lZBnaL -

T —F v RIEOHLE

o= =
EGIEEN 5268 45269

[IERES IR JFEx HE [IERES PR JFEx B

kS (mm) (mm) (mm) (2) (mm) (mm) (mm) (g

20 12 5.8 1.2 20 12 5.7 1.2

Q) @A —F -

& — ViEEE 100mg : 45268
&5 — ViEEE 600mg : 5269

4) HE DY -
HE THREERBRIESER ITEWREBREZIT) L&, ZhiEEdT 5,
(5) ZD1th :
U EER L
2. WE|DFERK
() B GEMRS) OEERUHMA
AR 74 3% F ) — LR 100mg F ¥ — LIESE 600mg
(16t 100mg 600mg
N HAMEAFIYD, ELro—2, b RexFi ot ilbvlia—A, A7
A 70 VB SR A

7E) ESE 100mg D7
(2) EMEZENEE :
U LN

(3) &5 -
YL




V. X9 5H1EE

3. AT BABRDOHEMEUERE
RN

4. A
LR

5. IBEAT HAIHETED B 53R

SN BRI LT, AR ORIERTH S B K24 L5 THMD 5,

N=

\
N—CHz\
— C=N

N
O—CH2 Cl
Cl

Cl
Cl = HNO3
E 1K
6. HEDEEEHTICEITAREMN
F 3 J ) — VIEEE 100mg
HER DO FER PRIFSME PRI RE PRI AE R
. g
RHifRes =il ;DJTVP:‘L:ZEZ 345 RPN
akER D 25°C. T5%RH. MY OGRS 4
7 13— MI+HHEE
PTP AldE+
IBEE 40°C. 75%RH T =L 6 H JREEN
Z 3 32— MR
T o e, 17 A . 3 ﬂﬁi?ﬁ?f@E%
. )< 5 e AL = v ZIR N DE
50°C. K (i PA) SR B -
L 40°C, 75%RH, LIRS i) 6% A |6nHBIZENEEDERK
s WESE (B0 DT,
TR 2 . 5 HHEICIBE N < Hd
A£§ 14 B MICEZE URBMEE O E
=5 -
(I&E 2651’1111) ﬁ@% 3/9(‘— L ?n‘u\()y)\’ 14 EI ij— E ﬁili
¥ BTN 1% L7,
Eti- N (R
ENHELE 438 A
(1,0001x)

AUBRIEHE ¢ 1) MRIR, MR, EERUR. SR

2) MR, MERHER, HEsn~ /77— (TLC), &




V. RAICEHY SIEE

#%F > — VIESE 600mg

AR O R PRAFEAT: RAFIZRE

DRATHITH] EES

PTP 4+
Eggﬁ SR, D TIAI=T A
e 7 23— MEHHE

34 Bk

PTP G4+
TR 40°C. 75%RH. ¢ TIAI=T A
7 14— MEHHH

6 % H kit

ARBRIEE - MRR, HERRRER, mEERBR, B &

CABER VBRBRROREN
FREEAfE L CTERAT SRAFDOARE
BN

BRROREMS

Y LR

CMeFlE DEERL (MEEFREL)
A L

CRHM

R (BR2NRVEE 84 50 [Blds, AR H/AEE 1k 900mL)

FFFJ—I)LEEEE100mg (FELSD, n=645)

100

B

. 7

5o A %5 J— LEES600mg

o) (Fi9fE=SD. n=68%)
I I I I I I I
5 10 15 20 30 45 60

BERE (4

B i (%)

(43) 3% F Y — LEESE 100mg % F YV — VIESE 600mg
5 81+5.5 19+6.4
10 95+3.1 28+6.7
15 99+0.4 58+6.8
20 100+1.7 72+17.8
30 100+1.0 861t6.4
45 E— 94+5.2
60 EE— 99+2.9




BEARRNA

V. HHI|ZBAd HIER
10. B3 - %
M EEIVELRSS - A%, NEIEKRLESS - BXICEIT 515K -
M L7g0
(2) 814 -
<#AFF+Y—ILEEEE 100mg >
120 ¢ [6 & (PTP) x20]
<#FFFV—ILIZEE 600mg >
30 8¢ [6 & (PTP) X5]
(3) PIHBE :
BAROANA
(4) BEBEDOME -
PTP @3 : PTP RV (ke =7 4V A, TAI=ULE) +T7 3= 08T 3 32— ME
1. BIRZEINIEMEE
AL
12. ZDith



V. AEICET 51EHE

V. BRICEI SHEE

- HEEXR LR

Hh o OFISERT HEXRUIMRER

2. %
=7u
fix

RIFHRICEET HEE

BE
E STV

RZERUVRAE

(1) RERVHAED#HER -

(FF+J—ILEEEE 100mg)

1 H 11 SEARREMICFHFAL, 6 0T 5,

p¥, HEEFRIE (KRR BELNRWEAIX, A ¥ — LIERE 100mg & HIZ 1
H 1108188 6 HFAkEHT 5,

(F*7FJ—ILiEsE 600mg)

13 1[0 1 8% BRI AT 5,

B HEFE (—RSE) BELNARWEAE, A% Y — VIR 600mg & FIC 1
Bl 1 $EfEHT 5,

(2) RERVHAEDRTERE - RN

1) %5 &
In vitro \ZBWT, Ix v a )Y — VHBREIINRED VO AEO FERFE TH 5
Candida albicans, C. glabrata |\Zx19 % f/NEEIEEE (MIC) 13K, o1
X — VRBTEREA & HEE LT, [ TASE L EOBN I EREIEEEZ AT 5 2 LR
BHHN TS,
FERRER (CEERRR) [CBWTE, 4 Y 3y — L EREESE, e b~y —
fREE % TN ERHIREE & U CLBORAT L2 R, A% ) — LEEE 600mg, A%
—/VIESE 100mg & b 80-90% DENI-AHMEA R L, *HHIE & REOBIKDRZ R L
77

2) &5 EHK
17—V CHGRRDBE LN D> TIER T 5 A % T — /L EEEE 600mg & H-HED
16 i, E£7-A4F ) — VIEEE 100mg 5D 6 fillc oW T 2 £721L 3 7 —/LHDIE
55247 o7, EORER, BRERBE X OEFEICRH L TENSE R RO G,
MBI U TEMEGT5Z EREE LWV EEB LN,
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